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(2) li¥^fg^UmH±t, JfcS®«*«il9l. 5mVg£l±(D 

(3) SS¥^S^Pg^l O^mEUT, .JtaiMbWBl.' BmVg.EU: 
T£5±fB (2) f2m©^7L&©£g?£tt$/fl> 

.(4) tiftttT**±iE (i) (2) um<D&&&<D&m%mns 

(5) 4a«tt*K*«E*'(b^*t?* J 5±iB (1) (2) 13®©£?L43: 

(6) 'H«©*aStt«H* J 2 5 , C*e*fc*f'r**#£tfl Omg/mL*H 
©*li*tt^Vib*^»*|»HT'»5±S (1) Sfctt (2) f3f£©£?LttO 

(7) ±|B (1) (2) E«©ttR£^UTfc*t&Jfc*K 

(8) MStt3a*fcttJfi5^TO'&«S**1 1 *4:BB (7) 8Btt©&j£tt> 

( 9 ) »^Pfb^te***¥^^*» 3, 000-30, 000 ©»*HPS£- 
*T**±E "(8) SfcoafcW, 

(1 0) if&^E^W (1) #Uim*X*x;k (2) #'J-a-y777 
^'JJHIiXfJK (3) #U-fc Hn^lMR, (4) #U7^*U>*W 
l/-h, 7}tij^-;pyx7>x;>, ^"J^V^-^^-h, jHUx^U>*-^ 

*-K (5) #U7$yBt (6) ^'J^l^X (7) #U7£U;U&> (8) 

*u/^7^u;^ (9) 7^u;^t^^7^u;i/^^©^a^ uo) 

S/ijn>^Uv-> (11) x**b7>*r71/-K (12) i^;kfe?Wo- 

X, (13) 7-fe5 1 ;Hi;UD-X, (14) "hO-feJl/D-X, (15) ^'Jr>l/^ 

X (16) ft*7K>i**l^ft, (17) X9 t I/>tf--JP7-fex-h» 
(18) #U t--^7tf- K (19)'#UtfX-^7>3-;W3 

(20) #U7* u;P75 H^e>^^>»e»M«n^iS i bL<«2a^± 
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(12) S^fl3^»*Ja*ttS^#T?»5±E.(8) EttOfiA«. 

(13) ^jcttS^^ (1) kHD^yy^MJVD-^, -feDI/D-* 

n;i/7;m-;^6atfns**tta^; (2) k Kn^>7 , nk°;Mx^ 

* 7* u ;wBin#y ^-L*«fc^ * 77 u ;w»3# u s & zmifftz 

mm&MGfc', (3) 75/7;Wl/^^7^Ul^-hn#UT-E*5<J;r;^ 

(4) ^Jj^^y^WJ^-X ; (5) ^h'7^yh ; (6) #Jl/#^> 
t'-MU?-; (?) #'Jt'-;^3-JK- (8)77fc*7:*A; (9)7 
;P^>^^-hU7A; (10) 7)V^>mfu\fU>-ifVzi-)Vx^)V; (11) 

#>x>; (12) K7?>%&tf d3) ^h-y->^6j?fc*»d>&»tfnsia 

*fctt2a*K±Ofi^«T**±C (1 2) |B«©»fifc«K- 

(14) a7K^ft^Ox^7hU>^S#^Wr^±fB (7) fEiS©« 

(15) B*®®ii/>7 P x** h U 
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±13 (14) IB«©»Jfc«N 

(16) i?fc H ->7KJW^ t H D+^- C $SB 

! _ 6 7 ;wi/*£> 7;p*7^^*^^^* - c x _ 6 7)v*)vm*Kt±& 

(15) IBttft&jfttt. 

(17) Htto4a«tt«H*fiB»*fcttffi*^ffit**=*ftft**fe 

tt«#-K^*T«ia-rS2:fc*4#ftt1-5±ffi (1) (2) 12®© 

£&&©&g?£&$lSt©S3ii^ 
(1 8) «*^SfcttK*^fifc*«-»ft»**fctt*^«ftft*fctt 
©M£^*nf5±i2 (17) |Bf&©§lii&* 

(19) (1) Bffitt*SfcB«®&affitt4l«*A*U (2) RBEEtt^S 
©MflES-Kftlft*©**!!^*^^****^^' (3) »BE&£ 
Bfc, «lc«i;Ttt©»«tS»Ufc-»ftft*&*«^* (4) ilEtt 

Kftlft*©*«*ff±t, (5) -«fcft*T!*ia^7«ft£EU ®*>titc0r 

x.&<D&mm&ton&®w.?z±& (i 7) iB«©$ag^ 

(2 0) BBJMfcBfcfcS-Bfcl***** rSMtlft*©BJWEtt7. 3 8*# 
(MP a) , E#fii^3 0 4. ly-;Vb*> (K) Sr^fefC^Afe^ 

»fc**r«fl;ft*Ta*±S (l 7) - (l 9) &«©&(£& 
(2 1) EB2M*J8K:&S=B<t0&§#, rltftR*©Bff£E»7. 3 8*# 

/tx** (MPa) , e^«*si3 0 4. iv-;nf> (k) ©wn#-#© 

*fi*fc:|*ttfc**-«fcl&»T**±ia (1 7) ~ (1 9) lE«©8am 
(2 2) (1) »JEtt«»fc4aStt«fl*Xn, (2) gB£ttM0&£ 
©BffjftSTFfc*"^ (3) RB£tt£«fc» ^SC^i;Tffi©»«tS»^ 
. (4) «Bffitt*Brt©^*#=*fcK*®*ff£HT 

©^T-$Mb^©^£#ltU (5) -KfcRSjitr&S^T&fcflEU 
$&nfc£fttt©£a«ttft»*lHl'K?"S±K (17) ggft©Sii& 
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(2 3) ibvmmfi** mmmtmm, x-t;mh> ^mmmmm, 
^;p*+'>H«*fctttn6©fi^»tlT»*±iB (18) sfctt 

(19) 

5 (2 4) (fi0gtt## ; Hl/XX B«x3\>k v£ pa^>£ 

10 7-fe hx h U )V3dZlTS? P'tf^-x h U 5»tfn* 7;U*^X b U ;HR ; ~ 
hn^^>*«ktfxhPX^>^6S«n*xhP7;i/*>«; N, N-^* 

-;k x^y-;pi3j;^7 0 PAV-;^e»i^n^7;up-;^ ; vt^vz 

15 ;P**2/H; *fctt^n5©S^«F»T»*±l3 (1 8) Sfctt (1 9) EH 
©§Si££, 

(2 5) ffi©»«^X^y-;PSfctt7-feh>T»S±8B (18) Sfctt (1 

9) mmvm&m, 

(2 6) m<Dmm(D^mm^m^^^M^n^M^rz\m^m\z^- 

20 K-fk:^*^LT»l~5 0ft;ff%T'&5±fS (18) (19) |B«© 

25 0 2 ttHjfififtl 1 T#Sttfc#fttt«H©ifcfcS EMWftwf. 
0 3 Iii7i vtT>©S EM¥K**f. 
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mnit&m* jb*k itm* taw. em, »a*o, mt^nu 

#LT1.0 0 Oppram ff*b<«l 0 ppm*<l©»*aft*T 
££&2 5rT!#K:*frs»#a«*l Omg/mLm $?£L<ttO. lm 

*8tt©l5SHb£tti:bTWU £rF©t>©a*#tf£ft*. 

(1) tt£ttff- 

(2) aiftsf 

(3) 

I|X7lh'.'J>, &m/X;*7t:X U>*35^-f>, U>»5?tHD3f'f 

(4) mm\ 

mm? □ □ "7i; x raj ho £ £ 

(5) trit^J 

(6) ^siittt*S9 

(7) " " 

.(8) mmM 

7jcn^ ft ^ u*^»tt©E*<b^« t LTtt, ^t© t> ©##tf e> ns . 
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(i) mm. mm* tamm 

i/>, 7 hntrx xn#^5>> ^ut:*, w^;i/7 7-ry-;k 

^hyD7x>> ^7'D^"fe>, ^77D7iX **i^E;i/7 
5 <DJ£fc£ 
(2) 

(3) 

^n;i/7"D7> ? X.7'P^n;K7^>, h'j7D^7^>S:i: 
10 (4) ttflfg 

^'J-fe^7;Hf>, 9>**>5?>«l C^V-^l" ^-7- 7>^AM^-x^ 
y77 (J! Antibiotics) , 38, 877-885 (1 9 8 5)), 7\f—)V 
C2- C (1R, 2R) -2- (2, 4-^7WD7iZJW -2 
-bHD^>-l-^^-3- (1H-1, 2, 4-hU77'-;U-l— f 
15 Jl/) 7otr;W -4- [4- (2, 2, 3, 3-7h7 7.M07D^y) )■ 
7x-;i/-3- (2H, 4H) -1, 2, 4-hU7^P>, 7;l/3^\/-;K 

(5) 

20 V-f 75*->>, 7 7^Wy>, v'VT-f rh^^'JX 

y'JX t:^7->U>, WJVy'JX ir77D5 1 >, t770.'Jy>, ir7 
*7^7A, -fe7*3 1 7A'\^-fc:7Mk t7ADy>, -fe7^>5^vA, "fe7^ 
^V-Jk -ir7 7V r U>^ -£7***^, ±7*^V> % -fe75^/>~>A, 
25 ^I^^A, fX^T'fv'X X>77if*», 7X^UttA*fcttf 

(6) Jniijiii 

6-0- (N-^DDTTOAM^jl') 77^D-Jk 71/^-T-Tv 
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1^>^7-X 1/A5 7-;K ^X^^>, 7*J**V>> tfV?)W : ?.>fcE 
(7) ftBJgjfiL&H 

5 707>f7*7-K 2-^OD-3- [4- (2-^^)V- 2 -7xn;i/7° 
□ #*>0 7xXJW 7*P t*>*X^ C«*-;p- 7>K • 7 7-Vi>a 
-x-f#*- 7V<r<<> (Chem. . Pharn. Bull), 38, 2792-279 

6 (1 9 9 0) ) fc£ 
(8) 

10 X7xF'JX ^H7iF»JX /T^tTX 3r-f>, i^tKD3f 
7D^77T-fh\ ?D;l>7x~77/-;k tfn^U^SX ?D^57> 

ynh+n-ik -ry7'Dfi/;-JK i^;I/7 , ^ ; e~;k -xi/7*^u> 

(9) MHIS 

15 7UiV-;k ;i>^px7A^i* 

(10) ISLThfrhn 
E 

(i i) tammm 

20 7>y7 , 7^K ^b7 07*75F)5:t' 
(12)«t5t?« 

<f$7"?5>\ ^a>7*7$X y^f'JX 7iW>&2 
(1 3) &7U)V*-m 

y7i>h 7n;|/7i-75X HJ^W-^X / h~/7$X 

25 £ l/^y-Jk -77i-Jl/tf7'JX ;* h*:>7x;h5>&<i: 

(14) 3fc<b£ 

7 U y&E 

(15) T««»** 
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7u-?y;u-)V, 7)l7°U/u-)^ ^7zha-;k *777V/p- 

(1 6) mwm 

5 fc£ 

(17) mmAWM 

7DXvX v;i^7ifA, -7i5?tf>&f 

(18) «t^^H 

10 ^'J5y>, 7*U7*>>F, 7z>7tH>> 7°7*;i/i= X *h7*;i^ 

as) mm 
(20) m%mm 

15 Wto;i/7jX ±n;U7^>, ±u*y>$ziz\t*:<DW3iE 
(ZD *)V*>M 

A**1t7X HJ.7AV-/OX HJ7AWo>7-fehxh\ 

7;i/^->'/n>7-feh- h\ 7'i/HzyDx b fdzui/^/x x*Hjtf 

20 

(2 2) e*ttif^$>ai 
©mm (t*^^>M) he 

(2 3) 5 

25 ' tf*5>0&fiBI$#.0?l&f& 5, 6- h7>7-3l/M^7iP-;K 
2, 5-kHD4y3WJk>7ia-JK 1 - a - 1 UU)V s s7 
iD-M£0k7$>D 3 W, 5, 6- h7>X-X^zf*;|/i/7xD 

0 bf * 5 >D 2 |j§*#tt £ 
(2 4) ^<2{fe 
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7,9>fy> : S>WzE 

ib«9f^i&fRaii. iumftH8&teft& 
ttR«tt*«ttfe JBjfiiWtt?&*^» HiM£»«fc BSifeii. flats 

inuKMtflFMK. ^.nmmmmm. m®& 
mfemm* mmmmmm. wfi&mam* mvwrm* ^m^tm, tn 

(1) ISM 
(a)#-/\'pW 

MI PC ; -f (isoprocarb) , BPMC;7x/^J^ 

(fenobucarb) , MPMC ; fr? (xylylcar.b) , XMC, NAC ; 

tUV/VJ)V (carbaryl) , ^>**-f jr%)V7 (bendiocarb) , fi)\<-$7y> 
(carbofuran) 

^•^M h U > (cypermethrin) ^ 7x>7DAHj> (fenpropathrin) , 
Xh7x>yo>7^X (ethofenprox) , 1/**>U> (resmethrin) fc£ 

(c)*«U>* 

EPN, -77/7x7*7 (cyanofenphos) , PAP;7x>hx-h 
(phenthoate) , CVMP ; f- h y 7 o;Hf>*X (tetrachlorvinphos-) , 
t/^ti hsfo* (monocrotophos) , ^ito> (phosalone) » ?DJl/t?y/fc7\ 
(chlorpyrifos-methyl) > 7a;i/tf'J*7 (chlorpyrifos) , t£U^* 
7i>^t> (pyridaphenthion) , ttMZ. (quinalphos) , DMT P ; 
*f-?tt> (metbidathion) , +MJ^3"> (dioxabenzofos) flE 
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^>l/Xtf> (endosulfan) fc£ 

^OTJl^yT* (bensultap) , ^D7i^> (buprofezin) , 7>7i; 
5 77 P> (flufenoxuron) , i^7)^>Xu> (dif lubenzuron) % &U)Vy 
)V7Xu> (cblorfluazuron) , <i P7U b'&£ 

(2) mmm 

(a) N - Af □mmx;i/rf7 > -r p -;Hfl£SI 
hU7;W5 % /— ;P (trif lumizole) , hU*U> (triforine) 
10 (b)ijJl/^^y7$ Fl 

*Zfu~)V (mepronil) , 7)Vhy^)V (flutoluanil) , ^>y^D> 
(pencycuron) , jr$-i'j3)l# : ¥i> / > (oxycarboxin) fc£ 

. -f7 P nv^> (iprodione) » tf>7Pl/U> (vinclozolin) , ^D->SF> 
15 (procyiidone) &<!: 

(benomyl) fc£ 
(eWJAPTJMUH 1 *^ 
+ ^777 (captan) fc£ 
20 (OWtSHfi** 

7U"7-f F (fthalide) , T P N ; 7 o P7 D"Jk (chlorothalonil) fc£ 

~7*7 (zineb) , v>*7 (maneb) &<!; 

25 v*7P.S>*> (diclomezin) , h U v'? 7V*— 'A (tricyclazole) > -f77P 
^•^■^> (isoprothiolane) , 7p^^7— )V (probenazole) , 7— yp> 
(anilazine) , t+V'J-y^i (oxolinic acid) , 7x'JA7> 
(ferimzone) 

(3) ^^iJ 



WO 02/051381 



12 



PCT/JP01/11342 



.(a);UU*:i;WR** 

-f^/TJl^DX ^>7,)^yu>^^)V (bensulforon-iethyl) 1zE 
(b) HJ7$»8 

~>/HJ> (siietryn) > $?*^;*M)> ( d i met bane tryn) 

(dymron) fc£ 
(d)»75HS 

yo/^n;!/ (propanil) , ^7ittyf (mefenacet) 
XX^y (swep) 

Wv7 , /> (oxadiazon) , My'JV—Y (pyrazolate) 

hU^P^'J >.(trifluralin) 
(h) 

V^-ir\f.)V (dithiopyr) 

ft (ffftb<tt, 5S#fci«rr* , SHs ««K 

£##tf&*u #tc#ft (flF*L<tt, ffe±fc»a?-f* 

0J*fcf, J. W. Tom £<i:tfP. G. Debenedettil;:<fc5 "Particle 
Formation with Supercritical Fluids-A Review", v^—t^ J*-? IJD 
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S /-)V *MX>7> (J. Aerosol Sci.) . 22(5), 555-584H, 1991^<Z)Fig. l\Z 

mm \z tarn £ n tc t> <d & v> -5 - 

(MP a) , ®'img$3 0 4. l^r;Ut*> (K) &«fc%tillx.fc^T 
jg^^*fc«ffiBllf^*fe«^^IC*5^5 OmL-2.0 0 0 L 

<D-mmm*\zftLTs ^a»tt*«*»o. 5g~20k g< ff£b<te 

l5l0g~2kg©i#Tji!lItS. 

borate, & 1 #~ 2 4 urn l < to o . 05-1.2 mm. 

cfcD#i:L<TO5~l 2 0#T&5. 

«tti^fASCF-ge t (B##ft (ft) IS) (->Xfii«H j@Sb 
K0 2 M#>/SCF-ge t, £gSjJE£Pg#SGF-Bpa, US 
}§CO- 1 5 6 OfrbfcZ) fcZtfrn^ztiz* 

(MP a) ~l9 5 0MPaT^5. Jim^f ££M»tiiE 

«^-7x^tf>©^«, $5l5MPa~l!)2 0MPal:^5. 

xJh ^Xh^v-X*>, fh7th , 077>, 1, 2-v*h 

*vx*>££GDx-xJMi ; 03*te\ s?0 >?uuts)Vk. mm. 

itm, 1, 2-^^7D.qx^>^<!:(DWtl^^a^J;7-thxh>j;P. 
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E(D~hu7M>m ; N, N-«^^*^A7SH, N, N-v*^7 
^h75Ffc£©75F8; 7* h >&£©$- h>£;11$k &zKf£It 
-<>Kfc£©JgJteBt; x^y-JK ^D/1/-;V&£©7;Pa- 

rW^^C, $50. 1-99. 9fti%> fftU<^l~5 0fti%T 
.kOJUfcWfcfc. OT© (1) ~ (2) ©^JEfcftoT, *5S93© 

(1) ¥JS1 

@KBJEtt§8rt©m*^-l8^^*©jBttff«tB*fcttlEa^tt»fc«b 

®Bffitt*Sfc&a»tt*«An*. 

©KBBEttMOfiftfeiBft^tt***:^**^*^^- 

@KBBEttiF«rt0flE*^-«ftR*0iSBiMfel8*fcttSBfftt*fcaL 
®»1#~2 4«fIH (ff*L;<tt»5-l 2 0^K) Kibfet, ttffiU # 

(2) ^112 
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5) . 

®»1#~2 4WH« ($?i;b<te#}5~l 2 0#P*1) tt«l/fc«, fcEEU ft 

MTOtt*ft***9 1 0 n m£U, fftKttHlO/i m~£j 5 0 0 m mX$> 

*58W©#7Ltt«»©JtS®«», ttl. 5m 2 /g^m0, # 
fc±PBttl5££nfc^ »*L<«*91. 5mVg-8l 0 OmVg, $ 
fc#*Ktt»l. 5mVg-»5 OmVgm MWBETftT 
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2ft, »*b<tt«5ft, a&fcJ5F*b<tt»l Oft, £D#£b<tel 0 0 

fteufciRU-rscfcfc-s^. 

Ttt, #?Ltt*R©*lii**HT€r*Sf®»tt»J, K^b^ftfe^^WTfe 
n, Htl6©ia*fctt2aiX±*lft*'&t)-&TfflV»«Si:i:3fi(J"C€r*. 
MSttfflfcl/Tti, ^*>ttlHBiStt«, 7x*>M«tt#J, A^^- 

V^'Jn-JUglliXfjK yaMUXfJK #U**->x^l/>h 
Tv'ftb (polyethoxylated castor oil) , /Jn'J ^"4 1 vX5^I/>S'fbtv>'tft 
(polyethoxylated hydrogenated castor oil) , /J^l) ^"^i/X^V V^U 7° 
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ymvfrMfy osa* .: so-15, b^sa^x oho ) , h 

•J*K>Ky;Hf^>.(iSM : S0-3(K B^5*;UX (ft) ) fc£#JF 

•J 7JW<- h 2 0 GSM : TL-10, B^^tUlX (fc) ) , 4 0 (&&£ : 
5 TP-10, BftT^A^XOI*)), 60 OSift£:TS-10\ BftfrSfcJi'X 080 K 
8 0 (ffiA« :T0-l(h B3terS*;UX <«0 ) fc£#$?ST&£. #Ux^ 
l/>^U3-;H8WRxZx^i:tTtt» €./770>®#yx3^> 
^'Jn-;l/ (10E.0.) : MYL-10, Bft^STJ^X Oft) ) ^£*5«Fil 

10 £1 (HAtf, iSfl*:S-1670, =gfc¥7-X<«0 ) . yatXjJU^ 
XXtJMH ®D a D £ : P-1670, =J|flS^7-X (») ) fegsWHTT! 

^U^^^X^l/^hVi/tft (polyethoxylated castor oil) thLTteu 
# ij t**>Xf U>jfiJ tn-JV h 'J ij W V-> 3 5 (Polyoxy 35 
Castor Oik m&%2 Utt-frE L h L < »E L - P, t-l-XXX7y 

(polyethoxylated hydrogenated castor oil) £LTte, jtf'Jj^v' 
If V-Vilbk^^iS 0 (Polyoxyetbylene Hydrogenated Castor Oil 50) , 
^U^^S/X^U'^fbkV^e 0 (Polyoxyethylene'Bydrogenated Castor 
Oil. 60) fc£t)Wmx*$>Z>o #U:t*i/X^U>^U**^7°Dlf 1/>^U xi 

>(3o)^'j3-;p ass* : 7x*y;i/PX77 f-68, nmtxm m) ) 
'j-iiu;i/ (mgs ->y-x, B7t7-5 7j;i/X (ft) ) fc^ffii-e&s. #0^ 

y*y>JBtt*x*7^fc"bTtt, #lc> fb^^Ut'J^/XrJ'j^ 
25 (MS-310, R^HSim (ft) ) xA^'J -fe U 7-7 U (Decaglyn 1-L, 
B^5*;UX (ft) ) ItZififmxtbZ. 

j«li7fiH, iSS7;w^;i/x— rJ«^xxx;uit, ttKrt 
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s^a-y >^x*7\w<f£awe>ft3. 

* >Rmm&M tLT&.Mz. 7 5 # ^ >#®S»J ( w * 
)\,*)V7$>frZ-D<t>nz>7$>M.M%?*>%-W&M) ^ %AWl7>^z 

55«ft*o*Biisttati/Tt4, mmmu>>?> (m&% pl-iooh, * 

y$ti)VX (80 ) fc^W^St&^jWB^&ftS. 

1/X30), ^U^=t i vX5 1 U>^U'feP-;PhU U is J U-h3 5, US/^> 
gf, #U^->x^l^>^bh-7v^ ^alJ^UXxJH, tf'J^'J 

K^a^ORW^WfcbTtt, $3,00 0~3 0,0 0 O0t>©# 
#£t/<, £6 £#5 5, 0 0 0-2 5, 0 0 0® IX, $5,000 

-2 0,0 0 OO%>0*««r»Cff*b^. #91ffll#K:*tta* fif;¥i3#^S£ 
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^77^- (gpc) T?ai^ufci[s**"r*-. ma, gpca^ak-fs 

04X2 (Bg?nmx^) »tlT^DD*M^l^, 

io ^'Jp-;1#, ?im> 2-kHD^ii, 2-kFD^>$m 2-tF 

D+->-3-^M», 2-kHo*3^*yD>», 

^o>«, 2-kKP*^*yu>K») a-kHD + 5/ffiteR©H|!R2*# 
(#]> ^UD">H, 7*3=-K«), th'D^y^M>i (#1, U>^H^)> 

kHn*->hU*;P#>« («, *x>M0 £V>53 , 
15 <g>#U-a-$/7/7#U;W*XX7\>k 

@#U-kHP*->»«, 

®#U7**l/>**tfl'--MfcU #U MJ^l/^^ltl'-K I'Jf 

20 *-K0!U # Ux^l/ K #'Jlfl/>^nlfl/>A-3|5*- 
<S>#U75y»(«, ^U-r-^>v^-L-^;i/^5>^ #U-L-7 

25 #'J7^JM, #IM*7£'J,«, 7*l);i«£**7£U;!'S6t©#fi 

x^l^>k*x-;U7-k>-h^*a^, *'Jb'--mf-h> # 
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HfrBI©SMK 2 *#©#fi£$K 2 S£Jl±© a - k H P*^ffitt»*fctto - k 

Kp^s/jijte@i©p^2S#o^a^*§^ttc:ne©?g^^$?*Ui. 

io K/^U p-;1/$#S£$k 2-kh'n+*>»i/^J a-^BkftS^ftfc* 
£ ft £> ©M£ £ bV> . 

cn&©a-kHP+2/*;i/#>»K:*ViT» L-#:feJ;tfD, L 

-mm&t%%<D\t, €©Ufft£JBV>T*)£V^ D, L bVi. 

15 ©*ft]fcJt«»l 0 0/0-5 0/5 0Aftl<> r»-^V3-;m**»£ 

00/0-25/7 5#ff*l/Vi. 
JLK/^U3-JHfc*«*»©«*TO^*tt, 155, 0 0 0#>6tt3 0, 
0 OO©t)0!5WtlK £SK:*95, 0 0 0d»S 2 0,0 OOCfeO^W 

20 ±IBiS^S^tbT.^J^«'JM (A)"t^'JP-;PK/2-kKP 

(B) £©ig£«l*fflV>**^ (A) / (B) TSESftS 
_S£JfcjW6l 0/9 0 3^6*5 9 0/1 0 (MJt) ©«HT«[ffi*4l*. ff* 
t<tt*92 5/7 5^&»7 5/2 5 (S»Jt) ©$gHT&3. 
l'J«©ilWira5, 0 0 0*5»3 0,0 0 (>©*>©**#* 
25 UK ££IC$J6, 0 0 0#S&2 0, 0 0 OO^O^CffSl/K 

^UP-;i/K/2-kKP*v»K#S£4&fcL *©lflfifc#, ^U3-JHft 
^40^^70^, SD^2-kHP+5/»BlT»5'b©*«ffil/Vi. 
^ 0 3 -;m/ 2 - k K P* ^ilK**^*©**^^^ 5,000 
^e>*52 5, 0 0 0<Db<Di)W£L\,\ ££>K:i®5, 0 0 0*i&*92 0,0 0 0 
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>#0#U7;Mrx;nfp»j fx #«jx^^>^up-;p*o#U7;^w 
I/-K b KP+->yptf;M^-t;i/P-x7'tx-hi^^>'^-h> 

#ut-, ^uex;u7;up-;k 77b*7P*A, 7;^>si^hu^A, 7 
t>^vj*e:t*JT**. ztip><D%*&mGmt. m£M±2wm&±M& 

£, t hp+v7;1/^>S, x;p*7;i'*;i'S*) tttftLfcfc^fcfcaWB 



WO 02/051381 



PCT/JP01/11342 



<\mi 3 0mg/mLEUT&5. 
(I) : 



^©AflrfltbTte, ^A^a-CyD (a = 6) , 0-CyD (q = 
7) . r-CyD (q=8) , 6-CyD (q = 9) f ©*iS.©I-TJHi 



2, 2-ykFD+yyDt>, 2, 2-vtFD^^>^, 2, 2-V 
ykF D^m 2,2-ykHo^yim 2 1 -2-ykFn+y7' 

25 6>tl5. ' 
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R 6 ~R 8 T^£*U>k Pulrz/TJVlrfr&tLTte.MTLlft h*P*v-C 
j-eT;^;^ (#K tHD^y^fJK 2-kKP 

L<ttkFo^'>-C 1 _ 4 7;^;i/« (0J> kF P*v*3\>k 2-kHn* 
yifJK 2 - k H n*z/7n k>^) , #C 2 - k K p*^:/p fcf;i/g## 

*;i/£(0!l> TJi/tf^Wk *;p*x3MK ^^yptf;!/, x;1/^^>^;k 
k Kp+->7;w^^fc«7>;i/*;7;i'4 i ;i/ST^^ ! b©^tfe»n^. 

R 6 ~ R 8 © 5 < t fe-^^St^Sfl:^ (II) tLTte.MZ. 
tf^nyjha, jS, r, 6-CyD, ^)Vh'y)V-a, 0, y, 6-Cy 
D, TJl/hh'Jt^-o, /3, r, 5-CyD, y7^hyJV-a, 3, r, 

yD, ^3yJha, 0, 7, 5 - C y D#W£ L K ^^CTJ^yJV- 
)3-CyD (£AT> G2-/3-CyD«hB§fB) , ^3yJl/-j3-CyDW 

R 6 ~R 8 <Z35VM<<!:fe- 2#k K P*v7JU*;i/gT&3ft;£#) (II) 
tLTfcJu m&kKP*->:/Pt?;i'-a ) j3, 7, <5 - C y D^Wf £>n 
3, Ctl<b<D*T:b, k h'D+y7'PtfJV-j3-CyD«$f^bK 

R 6 ~R 8 ©?-£4>&< tfc-OdUJ^7M;HT^5jb^ (ID th 

mx\tx)v^zr^)v-a, 0, r, <5-cyD^w<b>ns. cine 

B7fc^£v£Px*XMJ>^i»#£LT^ ^y^of+7h 
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Pitt, a-y^nf^Xh'JX e-^DT*7h'J>*J:tfr-^nT 

±ie4>& < t % i ^©a^^^ugs^r-rswaga* i ~ 3fi© w 

D 7;l/bAW->;i/- ( 6 - 1 ) - a - D - £OPP zs)l- (4-l)-0-a 
-D-^Ma>^(y^D7Jl/hAWyJl/-(6^1)-a-D-^l/3 

20 tf7ys/;p-(4-i)-o-a-D-^;mtf7y->K^n>^)(^T, <*- 

C y D - G 2 - C O O H t Bftf 3 £ t h h % ; KT©^* <D$mz~D V>T % 
^^{cMrtfC^t)^ 6 - 0-~>^ D^hA^ty^- (6- 1) - a - 
D-^yJl/-(4^1)-0-o-D-mP>l(yi'n7J^A7^ 
^v;P-(6-*l)-0-a-D-^;m^7/v;U-(4^1)-0-a-D 
25 ->K£P>&)(j3-CyD-G 2 -COOH), 6-O-v^D 

T;n-*^^^-^-(6-^i)-o-D-^;m^-(4-i)-o-a- 

D-G 2 -COOH), 6-0-v^P"7^h / \+-y-^>';U-(6-^l)-a-D 
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- P >m 0>£ P 1)], h ^*ttz/fr- ( 6 - 1 ) - O - a - D - £Ol/P 
£y/->K*P>$)(a-CyD-Gj-COOH), 6 -O-v^ U^)V 

(6 -* 1 ) - a - D - ^Jl^ d □ t;P h A^ty;P- 

(e-^D-O-a-D-^ntr^/^K^P^XiS-CyD-Gj-CO 
OH), 6 -0-'>^D7^ht^^»-(6-l)-o-D- W#P> 
K ( v ^ p t ;P h * ^ ^ * i/ ) V - ( 6 - 1 ) - O - a - D - if)V u tf 7 J ^ K £ 
D^Mr-CyD-G^COOHh 2-0-(6-y^DT;i/hA^ft>' 
;W-Ki?(a-CyD-CH 2 COOH), 2 -O- (6 - U^)\ h^?** 
->;U)-gm(j3-CyD-CH 2 COOHK 2-0-(6-y^D7;H^^^ 
^■^-^(r-CyD-CH^OOH), 3 -O- (6 -*/>? PTJP 
^^-v;i/)-yDlf^->^(j8-CyD-CH 2 CH 2 COOH), 2-kKD*y 
-3-0-(6—>^OT;Ph'\^^->;W-^Ptf^>Bt(3-0-(6- 
'>^PT;i/hAy^^>>;P)-2-kHP^$/-yptr^>K) (0-CyD- 
CH,CH(OH)-COOH), • 7 A , 7 c -y-0-[a-D-^DZJh 
(H4)-0-«-D-^yJH-(H6)-7;HA^t-7(j3 - 
CyD-(G 2 COOH) 2 h 6 -0-~>£ PVJl/ h^^v^-O- a -D- 
h (4->l)-0- a -D~ p (v£ p -?)V y ^72*1/ 
J|/-(6-l)-0-a-D-^nlf7;y^-(4^1)-0-a-D-^ 

yD-G 3 -COOH), * £tfiin&©±f2ig j3 - CyD-G 2 - COO 
H©^hU^AJt(^PV;i/h'\y^^v;i/-(6-»'l)-0-a-D-^ 
PtT^y vJU-(4-l)-0-a-D-^Ptf7/">K^P>m^hU^ 
A((SI^fC)S-CyD-G 2 -COONaa:i§#T^)) 3 a«&§tfSft*. 
fe, /3-CyD-G 2 -COONa*W*bVi. 

£££§¥L<te> 6 -O- y^D^hAWyJI/- (6-*l) -a-D 
-^nyjh(4^1)-0-a-D-^D>| (a-CyD-G 2 -C 
OOH) > 6-O-y^o^hA^ty^- (6-+1) -a-D-;7>n 
yJl/-(4-*l)-0-a-D-^l/^D>i(j3-CyD-G 2 -COOH), 
^il>'6-0-y^O7j^t^ ftisjl- a-D — tfJln i/)V— ( 4 - 1 ) 
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-0-a-D-^)V^a>m (T-CyD-G 2 -COO'H) tt, ^tl^tla 

>§t© 1 -OOiffrU-T. #&£«TJU a - ( 1 - 6 )*§£U h 

-7©**^3-^©6ttk Hd+S/^ ^;P*3W A i^S fcBHfc $ 

6-0->'^DT^hA4 1 1f^-v^-(6-l)-a;-D-W^D> 
^(a-CyD-G,-COOH), 6 -0-*s9XiVfrY'\79* 9 sfr- (6-* 
D-a-D-^V^d^dS-CyD-Gj-COOHK £J:tf 6-O-i/ 
£ h^*^ (6 -» 1 ) - a - D- □ >W. (r - CyD - G x 

-cooH)fi *<D*st?u7*zhv>m<Di?<D!f)V3--zmwzy)i'3 

^UT> 2 -0-(6-->^nT;Uh^U-^->;W-»»(o-CyD-CH 
2 COOH), 2-0-(6-2/^OT;i/hA^^->;W-»tt(/8-CyD-C 
H 2 COOH), 2-0- (6 -'>^p-7;l/h*^^*^;W-»Bt(T-CyD- 
CH 2 COOH)H ^©y ^ Dj+X h U >1© 1 

- 7 6 5 9 4#&«-WHl¥7 - 2 1 5 8 9 5 #&«fcia«£ ttTfc 0 , #J*. 

w&n+tonw- 10-210996 n'&m> 10-210996^ 
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kit. tempers mnmmm. mum. mmu ^m\. wmm. m 
mmommzm ^ s z. 1 1 t * s . 

Wtltll fllAtf, 9Ltt« SUN D-T>xh-;k x>7*>, n- 
15 >7^-?\ iNl-t^p-;*, M«^m##^f£ft3. 

9A, *;k#. pp^ FS/u#«8W$tfe>ft*. 

20 #U k*-;HfoU K>, x>7°>, ->3«n -tfy^X *3Mkfe^P- 

7... *^*->^^;ht;pd-^^ h u t&mwmtf 6>ft£. 

i^^UX^-^ bU L - 1 H D+i/^Dmjl'D-^ 6 
25 ft 5; 

***llMfl£LTtt, 0H;ttf, #UX3^>7*U P-Jk -7*Ptri'>:?'JP 
-;k D-T>-h-;k sfcJ&#B8^>$>;k x*/-;k HJ^Tsy** 
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u£A^##tfsn5. 
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tLT\t, mx\t. u>gi£, mmm, mm, 2 x>mmommmmtm 

W1£®.J&V>)£mz$iLT® 0 . 0 1&HL9 9. 9 9fi»%, 0£L 
<tt»0. 1&V>L5 OSSX, 3Sfc$?*L<J&l90. 5fctr>L2 0fifi* 

M^^^^LT-en-6tl^l^^L 9 9. 9 9fi*%, ^^L<«^1 
0^19 0fi*%;ggT?&5. 

*%®<D&m®A\z#ttzmw¥mzft®ztizmft<D'£G&fc, mmom 

fc*#, ^ifiiJBE^ItLT^A ($6 0kg) C#UTttP»ItUT 

&5-tZ>m$. Klilgi^i^O. lftV>UU2 0mg/kg#I, 
ff£L<«ii$0. 2fcV>U»l Omg/k gftfi, MfcffSlXttifcO. 5& 
Omg/k g#11?$oT, 1 0 lfc^L&|5|fC#ttT&4T5C:£ 

&zwm&ffimz& j 3-?z>ztwxtz>. &.Mm<o^m\ts & 
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j$A (#96 0 kg) KttU llHl^fcD> mnMmMik&QBtLTfaO. 1 
-5 0 0mg, $ftt<«^l~l 0 Omg, $£,K;#£b<te5~ 1 0 0m 

mk mm, mm. dl <ku7M/;o mm 
m, mu wmu wm\F, m®.mf* *»»k m^mm, *%m. 7d 
mm, 9 J*>#m* mmm, ^-xhmte£izf$.Mtzcttfx% 

So 

mw-tm^t^f)^^, &m\zfecxftm£&m, M*&m&&%tzte% 
mi ftim* mmm, mmm. mmm. &£&k mBmuumMbxh^ 
ntstts^ mm) tutit mztti tk, T)iu-)im m, 

x^/-;w i-7°dav-;k 2-7°n/v-;k ifV>^'J3 

-;m§o , h >m (M> 7± h>. ^AJL^frfr.h >m . JL-T)vm (#i> 
x-tmm§o < mtin&m&mm m. *r?uu mnm, mmmm) , 

7f#^b7K^ (0J> hinx *~>i/X y;^>h^-7-y-, 

*;ua, egJKbisli^) , ^7S Km <0!K ^^^*;i/A75h\ 5?^^ 

;k jfgra^u-fe'J>x^x;u^) , xhu;^ (#J> 7-fehxhu;k 7d 
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• ia*»i) tbxtt, Aim «*ttt&* en, *m * 
<?®->u**«) , 7;i/s±, mtm& mim* J!*, fYvm 

ft. ff*L<ttttl 0~9 9***gftJfl^*C£**«*. 
?L«J> M*^J, SS», SBfflSfcLTtt&BfcfcDTJWTgtt 

7)i3rJvx-T)\> (M, =mkj&xm «*> m. i^^i 1 o$) , #>j 

#-;i/8 5, y-^-;n o o, /-#-;n 6 0$) , #u*^->x^i/> 
77U >7;m -;k 4? u ^->x? >t;u^7 x y u 

tl/^U^'>X5 1 l/>V^t*^»lgj»mxXx;i' (#J> («0 K. 
-f->2 0, h*-f->8 0, Ig-IC^SSil (ft) IS, VM>TW-2 0, 

y.;i/y>TW- 8 o^) , ^u^-^vx^i/>^u-feu;u ; EyiiiJteMx7.x;k 

#U^~>yatfl^>^U^-;i/ : &yjigfi6Mxxx;k *'J^yXfl/>V 

^U^+vX^l/>7;WU7^>#©#-1'^>14#®^tt^ 7;u^;i/75 
(#k HT->^75>ifiKffi#) > 7A+;Ha»7>tx^AJfi, 7 
;U*;Ph»J*3S^ia$7> ; EX£A& HfvJ^ U ^f-;i/7> ; E-^A 
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M0mx7>x;i/x;v*>mm (0J> ^^'J^i^r^wviHf) , 

, 7^U^-^*>X5 1 I/>7;U=¥;W , J >&X7ixJI/ (0!K v7j?U^i>x^^ 
>Hxv-;UX-^U>^X7.5r;W , t^)-t^r : y^U>7)V^)V7^- 

V-i >M#m&&m(D7-*>®i^t£& : ®L N - 52 U J1/77XX 
N, N, N-h'J^W5;^t3W>^ N, N, N-h'Jkh'O^yl 

^;i/7^y 7*otr*>fiS, n-a^vjv-n, n— ^/^;i/75y»K» l- 

mtrmtLTte. MMis f+XMJ> (00, Bi^ (80 fi. T^Xh 
U>ND-Sf) , *M^y^f M;VD-^Ot ^ 'J (flk JB-I 
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mmm m m, -tu^ysA. ±uv>sh. -tpy>7A, -fepy>pR 

>GR-3(K HW/>GR-3 1A, h*UV >GR- 5 0 L, h*?/ 
>GR-6 OL ; ft3E M) M. t^X5 3 0, t^X5 3 2 Am) , #Uk* 

~;|/£pUF>, #u tf-;i/7;i/P-Jk u^->x;i/^>^MJ£A, u 

^->XJl/*>$tfjjl^>£A, #U7^»J;i/^hU^A, 75tf7#A> 7 

;^>^hU^A, ^;pp-x, ">aSr> -?>-h-jk v;nfh-;Mg# 

©^HJtfAtt (#K ^-X^m (») 13, tay>5A, -bPy>6A, 
•feny>7A^-fepy>PR«),*7< h*-#>»,3c«l©af«B|##(f!, 

ITMO. 0 1-1 Ofi£%ggJB^€>ft5. 

**au *m DLSMiTiii5o. o i~i oa*xe«^aaT?*t), it 
%%imm(m%-&. moo-100, 0 0 ofg) UTtHrrsdtfcTfr*. 

#»»J£fct;:#UT*$Jl&^U9 9. 9 9li%> ff*L<tt#5l 0&(^b9 
*56W©a^BK:*^5AISI»S9ffla#©^«tt, »J»©»jiK:J:o t C 

n&rztfs m%mM±mzMLT®ifr^i,9 9. 9 9u%, #sb<w: 

»1 0^V»l/9 oa*xs«T*5. 



WO 02/051381 



34 



PCT/JP01/11342 



±®m^ WEfim wmm* »p»s*#*tf & 
a, sew* »a«f»u JSfflm m&fc®m\z&r)mm\*%>z> 

^'-jRC»¥3SI*7kBB17-;W*fct)*50. 0 5~5 0ggg> #i;b<te 
<\mo. 1~1 0 gSST**. 

««Ufc#>^«kO-Kftft*S**aft2 OmL/minT^lT, -7 

x5?t£>*z:»fcifc*+fc$MKbfc. §^©E^2 0^^/u*;i/ (mp 

Ii©-7iylf>©SEM?I*03l:^Uc. 
*38«©^?Ltt**tt, »#&«J«b<gfcg$*u A>F'J>^W 
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9 . mftTfc'&mm^ftTm® s, o o o ~ 3 o , ooo v>m ft^m&m 

1 0. Mjm&Qnifi (1) 3i?UlgJ»Kx^7-;k (2) ^U-a-->7/7^ 
UMxXr^k (3) #U-kHP*^»K, (4) tfV7)V*U>*ttl' 

-K ^u^vi^t;k #y^-;uy*-#*-h. ^ux^i^*-*** 

-K (5) #U7S/8&, (6) ^'J7fl/> < (7) #U7*y;Mfc, (8) 

#'j**7*y;wK, (9) 7*y;i**£**7£y;i«&©#*£*; (10) 

J/|J3>#UT-, (11) x**h7>*x7W-K (12) I^HzJI/D- 
7,, (13) 7±^JV±)Vn-7^ (14) ~hD-fe;i/D-X, (15) #'J£l^ 
X (16) «l7kTK>K***#«f, (17) X?U>¥--)l7-t?—h% 

(is) #y f--^7tf-h- (i9) ^'jtf--;u7;pp-;u^ 
(20) #»j7^u;P75 H^6fifc*»d^atfn*-a«bu<tt2a^± 
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1 1. m^m^mw)^ %M/W3-mm£^ 2-tKD* 

13. HS*ftfi£##> (1) fc h'o^S/JWtil'D-^, '-fe^O-^Jf 

;i/7;i/3-;^5a«n«*»ttS^#; (2) tHo^>/^nt:jM^;ni 
7^u;p»3#u r 7-L*«t^^7^u;PK3#u^-s^6a»in*ji 

• «FttM^#; (3) 7$;7JVW^7^'Jl/-b33j?'j7-EM^'J 
Hr:;i/7^^-;i/S ? x^;U75y7-trx-h^e.l^n?)W«fi-&#; (4) 
ft^^S/pWH^o-X ; (5) *-f ; (6) *JI/^yb'zjV 

15 #UT-; (7) 7}?Utfx;i/7;i/3-;i/; (8)7^t:7n*A; (9) 7;M i > 
m^HJ^A; do) 7;^>^Dlfi/>^Un-;i/XX7 1 ;P; (n) #> 

t>; (12) ^yj-y&ktf (i3) +i-!j-x^ei«sp^6a«nsia*fc 

20 15. SrtJgftS'* Df^ h U 



[5£*> q«6&V>L 1 2©g&£> R<\ R 7 *5cl:tfR 8 fcMI*©i^9SIU£ 

25 4fB«©»j*ft. 
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i6. ^kHn+^z^pai^kKD+^-c^.j^*;^*, mm 

1 5|E«om^^lo 

19. (1) »JEtt^fcStt©£a«tt<»R£A*U (2) tttt£Ett«8® 
^S^-^«m©jgfilTO^^fcttMB#«(c^^, (3) M»l£ft^3g 
Id, ^»fc*i;Ttt©»l|i:a»Ufc-aifl5ift*t*Kb, (4) RBEEtt* 

fcftfcoaWfcfrlhU (5) -Kfc&3iT?$!ia3S7&fcBEU *§sn&#3i 

2 0. jg«0M*JBK:fc3-BMbRj)S#, =«fcift*©*#JBEtt7. 3 8^^/1 

(MP a) , tt*fl££l3 0 4. l^k*> (K) 
20 fc**:i&fblft*T*Sll!f.*B 1 7 ~ 1 9"ffi«©fiaift. 

2 1. ffittJMKUfcfcanKfcR***, -BMb&*©B#fflfc7. 3 8^^ 
(MP a) , Bt#ilg|8 3 0 4. lir)V\Z> (K) ©V>1* n#>-#©# 
jB*fcttJ6fc*3=ftfc**Ta*»*3ii 7-1 9fBI$©£!!i£&. 
2 2. (1) »JEttggfc£aett4&K£A*L (2) R&jBEf£&&©fl&® 
25 ffifljSUaTfcft^ (3) ttitfiEtt«»£, *KC*i;Tffi0»*|tS»Lfc 
-B6fbJfc*£**L (4) K»E'tt*«rt©£E**<-»ft:ft*©tt^^-|:0 
. ttJ»T-Kft**0*«€flfJtL, (5) :i«fcift*T&g5S7«ftffiU # 
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7J^-hUm ~hU7M>m, 7Sh*m> fh>M> JUKI?, 7)V 

3-)im* xfrt^s mztzfccnzvm&mi&r &zmMmi strati 

24. mvmmw ; MPxx fl«x9MK ^da+d-^J; 

•t: h - h u )vi$&zf7 □ tr;t~ hj &M^n?>7^+;^ h u ; x h 

;M^VA75 N-vWJl^'fe h7S Kfr £^fc£n£7S K« ; 

2 5. mom&tfx? ;-)i<£t£te7'\zb>T&z>iti&mi 8£fz\ti 9mm 
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